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SPECIFICATION 

Microencapsulated medicament in sweet matrix 

5 

administration. 10 

10 

Background of the Invention . . ri of drua administration into the body 

Oral medication is one of the mos P 0 '^™"^^^ payability is an extremely 
because it enables self-medicat.on of the pat.en t In th .s cawg ry p leasant taste of 

fmportant factor in formulating pharmaceutical ^jm*. Becau se^ V g H |af| , 5 

1 5 many medicaments the value of ^J^^^S^S ,„ order to overcome these 
common among children's med.ca . .on. h ut s so tru tor * ^ faeen employed with 

problems of unpleasant taste and un P**^£^X™m* n y children's drugs as flavored syrup, 
pharmaceuticals. Thus, .t .s very common t0 ^ad minis e ^ a V fa affects the pa , a tability 
Unfortunately, flavoring ™^Z^*l£ n £^w ^« taste, and even adults 20 

20 Cann0t biUer t3S,e - ,hUS - 

constituting a difficult P" 8 ™ 8 ""^^ the purp0 se of masking is chocolate. 

Am0 ng the flavorings wh«ch l«ve bwn used for the jurp medicame nts. are U S. 

Examples of patents ,n w h 'ch chocolate is usea m co j 3 , 69 7.641 to Ahrens. U.S.- 25 

25 patents 4.271.142 and 4.327 077 to Pu J^0 9 ^o E v a 'ns and Australian patent 7310/32 to 
patent 199,139 to Clark, Brush P 8t *"» known and on the market, but in 

Jones et at. Children's v.tam.ns encased . c h ° c £ a % ire a vgs in chocolate are als0 

these products same of the v.tam.ns are not suf, ' c ^ ntl y . ked and the me dicines 

wetl known. In all of these, ^r.^np^ ^ „ not 3 0 

30 : u tlTat y i mpSe3 e FuXrmo^. SS^s Caused by direct contact of the drug 

with the chocolate can arise. administered drugs within selected portions of the 

in order to permit the r ^ ease of ^^'""J, ,„ wni ? h the medicaments are protected with 
alimentary canal, i.e. the stomach or ' n «sxine, p d pharmace utical form for this 35 

the desired coating have b ^ t ^^^^^S^S^ capsule) contains a few 
purpose is the microencapsulated drug where > one ««« f r , ^ ^ ule8) CO nst.aining the drug. 

ter^^ to?he medica,ion desired 3 

the desired release characteristics. 40 

^"T^obiecr^Ihe^esent invention to provide a new form of medication for oral 
administration. . llAntinn to nrovide a new form of medicament for oral 



35 



40 



e, uis a further object of the present invention to provide a new form of medicament which is 
very palatable to children at weH as Jto adults rf ^ admjnistering 

50 ^renT^ 

matrix such as chocolate. The combination of 8 "«P*» ,a ™J ° V V e nting 9 the unpleasant taste 

sweet matrix, such as <= hoco,ate ' . ac n h '^ e o S ^ that may arise when one 55 

dl,.ct contact of the ^ ica r n ;™' ,h J. h !h C . .'a'sent teste of the medicines and th. patient 
JESSS? Sch^r^^r^-nSTS^. this svst.n, is s„pe„o, to an, 
other existing method. 



t 
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Detailed Description of Preferred E ™ b °*™°* S invention . there may be used any 

As the soft sweet matrix in accordance with the , prese chewing and easily swallowed. 

paVatable feedstuff which can be ^^^^J^^Ld^ accepted by the child or 
preferably a confection which » sweet to the t s «e and « un(Jerstood that othe r soft sweet 5 
H adult While chocolate .s the preferred matrix, it snou or even cookies of 

5 matr ces such as fudge, marsh ma ' %{ 0 Z £| n combination with other matrices, 

appropriate consistency may be used as the matr .x a pressure which would be 

The matrix cannot be hard, such as a n h " 6 .^°^ m]crocapS u\es and thus destroy the purpose 
nvolved in chewing such a matrix would creek the m.c P choco]atB . js ide f<Jf h|S , 0 

10 of the present invention. A soft chocolate, such as s mastication an d the chocolate and 

10 pu pose as substantial chewing ,s ^^ESwiftou, breaking the microcapsules 
Embedded microcapsules can | ^ -ast 3 ted » - ^ and peasant p.l.tab.l.ty 

The microcapsules should be of small size iin ° ro f b , , e ' ss tnan lmm in diameter, and 
Thus, the size should be less the" 2mm d« ^Wta .miir the microcapsules, the less likely 
15 ^lo^ed bTSTetlientland^more ,ike, that the capsules wi„ escape chewing 

^Ave^r^^ 2C 
present invention. Such - med.cemen s include arrt.b,ojcs a anti . hypertensive agents, hypno- 2C 
20 gesics, antihistamines decongestants, ant ^ amm J a J} Si hormone s. vitamms or any other 
tics, sedatives. tranquilizers alka^^^^ especially bitter taste, such as 

medicament frequently used in ora dosage ° ^ ' he nt invent ion. . 
penicillin, are. of ^^•^^^^X^^ tetracyclines, chioramphemcol. strepto- 

25 m^dt^ " 

the E' n ^^ and 9uanethidine - s 

Sureties include aminophyline and [ a « ta ;°'^ meth lpenici ,,in. ampicillin and its pivaloyloxy- 
-Antibacterials include benzylpen c.ll.n p h «"^ctexidHin. flucloxfcillin. carbenicill.n. propic.l- 3C 
30 methyl or phthalyl esters, amoxycillin ^^'"^^me cephalothin. tetracycline, oxytetracy- 

35 sulphamethoxazole and trim ? tho P r '" nnI(>ments include thiamine, nicotinamide, ascorbic acid 

salts, hydrates °'.< he „ , nc|llsiv(1 as any m edicamer,t which can be microencapsu- 

J5£ i-S^^S ft ^KSU*- ^ a,so b. in -he * 

thSthe active core material will not come into c . ontac j ^[^.jt ° m ° ust allow the core material 
during produkn or storage, it must be non-toxic and harmless t mo t c6mpatible with the 
To become released in the stomach or gast ro- ^stmal tract end j m ^ . Qn gnd j 

SO sweet matrix. Any capsule materal known to the art t may ^ h methods of microencap- 

50 any method of mLoencapsuiation ^^^^^^SSShL- Encyclopedis ofCnem, 
sulation discussed in Sparks. R.E.. M'croencaps uiation ^ Ag . g we „ knovvn the 

55 Referred area of the alimentary canal (.*. »h ° r mtestme^ « be gcti mal enal. 

oe used such that as ^^^^^^^ 0^0^^^ tn which the 
For example, U.S. patent 4.0 1 B :? a ^J e ;2 f „Vl00tt to 300,1 and which comprise 94% to 
microcapsules have an average ^d'ameter of from £ Se9 also U.S. patent 

gg 9% of a medicament coated by 0.1% to 6 A of a coaxing g discove red by the art 

65 ™- 200 — 
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5 being noticed when the matrix .s ingested. ^^^[^^ X s as high as 50%. or 

10 would not be preferred as substernal breakage of _ he ' ^ J^'^'ed abJut 25-30% of the 
nearly unavoidable. However, the loa . din 8 P ^S? n l f!% £ average dose of 

weight of the matrix and is most preferably than 1 ™- ^P™^ 0 dosage unit of matrix. 

Stt^ — dePendi " 9 °" «" 15 

process of .ts ong.nal P ro a d r uc ^ 0 " oI F °l l£™fZ™„mTcboco\a\e. milk or milk solids. These 

range from -55-85 C anc l trorr « 33 appropriate time to add the microcapsules of 

We Fi^ h coS g . ,h. product i, s.and ar di*ed, .ampa-ad and moldad in „.» kno.n 

soft sweetmatrix is not critical and any procedure can be used so long as a substant.al.y ^ 
35 homogeneous distributon of microcapsules .s obtained. 

40 IZ KSSTSh" cfpsu'e (?e m 600 r ^ocaps.l.s, «•» 75 m. phany.propano.am.na 
^KicroUaXo^o^ " ca^ra ..baddad into chocolara by *jt M 

50 t here J"" * hoco , ate W as stored over one month at room temperature and then 

the microcapsules. 

60 

60 ^T/mifrocapsules used in this example were those of the commercial drug "Sudafed I S A", 

manufa^ ured a Cy Burroughs Wellcome Co. Each capsule contains about 300 . . 

Sfamete 08-0. 9 mm) Each large capsule contains 120mg ^^f^^^^SbB6 
These microcapsules were embedded in a single regular choco ate unit m the man ne, descnbed 

65 in Sample 1 When the chocolate tablet was chewed and swallowed, no unpleasant taste of 

( - 
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drug was detected. 
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• 1 - 7 " '° i ft a 'R,T£^0°!^*&tS are added .o 1ks °< 

in example 59 of U.S. patent <*.u oro duction thereof. After mixing to homogene- 

milk chocolate during the conchmg stage of the P™^ 0 " ^^^,,,. and then poured into 
ity. chocolate is standardized ■"^'X^ " hi <* 

unpleasant taste of aspirin being detectable. 

Example 4 ^.„a ' ; t K hvdroxvDhenylmethyl cellulose are prepared using the 

n Mi 7r c P 0 S nta. ^ "SES 4»-Wur" r ap'p ratus The average size of aspirin microcapsu.es was 1 5 

20 was chewed and^wallowed, no unpleasant taste of the drug was detected. 

Example 5 _ . 0/ . . cellulose (Ethocel) and 1.05 hydroxypropyl- 

Acetaminophen was encapsulated n 2 A A ethy ce Mow l J ^ 

25 methylcelluloe phthalate (HP 50) This eoaing j microcapsules was 80-120ji. The microcap- 

^dTs^ tablet was chewed and swal.owed. no 

uppleasant taste of the drug was detected. 30 

7 Chlorpromazine hydroclonde 75 mg 

o Chlorpheniramine maleate 8 mg 4C 

40 9 Erythromycin 250 mg 

10 Ferrous sulphate heptahydrate 167 mg 

1 1 Nitroglycerin 2.5 mg 
19 Paoverine hydrochloride 150 mg 

5 - Niacin 250 mg 4i 
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what is described in the specification. 
50 CL f.' M ! dosage form for the oral administration of a pharmaceutical active principle, compris- 
in9 micro^ 

- t^:SS™T~™=r~=; 

Ch ; C ° ,a A dosage form in accordance with claim 1. wherein »|d . antf-ny'perten- 
bact'erial agent, analgesic, anti-histamine. decongestant. ant.-.nflammatory agent, ant. nyp 



65 
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T °Z'ZZ 1™ ^daT. with claim 1. wherein said microcapsule* of active principle 
have a diameter of about 10-100 micr0l ? s - whete \ n the active principle is encapsulated 

in-a^X^ 

after ingestion.^ ^ ^ ^ mM , MiU> „ o( a pharmaceutical active principle without unple.»nt 

! I. A melhod for the production of a dosage form for the oral administration of a 
pharmaceutical active principle, comprising: 
^^^^^^^ a soft, sweet, pa.atahle matrix. 

«55SSl«. 'S%«S SSS Un^^ .1^^ copies m a y b8 o b ,3,e d . 
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